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Rolipram ; i5EFI= ; BRIE=

FFRwS : MB4341
RERE : >97%,BR
BN : 1L0MG;50MG
=R : solid

B ER
SFR C16H21NO3
NTE 275.34 |
CAS No. 61413-54-5 4 O\O
& -20°C , BERhRAmRA T Ig A s
DMSO : 55 mg/mL (199.75 mM) = W
BRRM25°C) Water : Insoluble H
Ethanol : 55 mg/mL warmed (199.75 mM)
TEEN | ARUEREEENUEN  MREESR , vTeeamELAMRT.
HBiRA | ATENZSMRE  BFELRRAE RIEFERE.

@7 : Rolipram 2—Fhi%kiRMAIEES —Fefs PDE4 4RI , 104 PDE4A , PDE4B #1 PDE4D,

AR : BRI

= ; (R,S)-Rolipram; SB 95952; ZK 62711 ; 2-Pyrrolidinone,

4-[3-(cyclopentyloxy)-4-methoxyphenyl]-

PIRIHIRRHEHE

oIS U A BEeZEEAGEK

BN DMSO : 55 mg/mL (199.75 mM) ; Water : Insoluble ; Ethanol : 55 mg/mL

warmed (199.75 mM)

BE e, >97%

E1ESM : -20°C , BHEZITIR

SR

. Rolipram 2—fhikiZrOBER —Eelis PDE4 %I , 3% PDE4A , PDE4B #0 PDE4D , B9

Pt ICso 938079 3 nM, 130 nM #1 240 nM,

;e IC50: 3 nM (PDE4A), 130 nM ; (PDE4B), 240 nM (PDE4D)
PDE4 &M Rolipram EEHDHIFRZIEIHAY PDE4B #1 PDEA4D &M ,1C50 £979 50, 735
79130 nM #1240 nM, 1k , BPRIE=1DHIREECRREAY PDE4A & , ICS0E3 nM £HQ
BEFE. Rolipram LAFIEMKERMERIA LN U937 4BiEH cAMP-response-element-binding

RIS protein (CREB)AIBAER(Y , XEKETFEREFEM (IC50 29 1nM ) FIESEFNS (IC50 £9
120nM ) B4, Rolipram FIE&KF LA ER BRI ZHDH] ifn -yRIBIAY p38 MAPK BEERIL, |,
IC50£979 50, 290 nM, ISFIE=2—MikiZM PDE4 MR , SIHDHIFTA PDE4 EFELA
B , C 0 D.I&FIE = LAFIE KL A ZHH] LPS ESHY TNF 724 (1C50 25.9 nM ), HE7E 2uM
HRE FIEREISRK/ IREARIDE] 7E )774 HEE,

MR | WT/NEISIEERYR (PM ) REIBSSHE (Ips ) EIESIMEIRTERF (tnf) B mRNA FIEREXR
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I£ , M Rolipram BARIDH 7 IEHSEE T (tnf) BIRIX (2559 74%H1 63% ). SEFERLNE,
L . MKP-1 ( -/- ) /NERTE PM HRAEZHEASH TNF £akifse , X5EARMNER—H. B8
2 , £ MKP-1 (-/-) /N&EAY PM 1, rolipram 3 TNF mRNA FIERERIARIDEIERBE
W3S, IRBLRFRITEREN. RERBEZHES (1.25 mg/kg , ip.) AEDEIMFTEIARR

USEE S8
X eHEXFREEESHEXESHFRISHIEMXER)
MB5676 Apremilast (CC-10004)
MB4342 GSK256066

iR - RERK , ZNAToFEYS  AEFERMASE AT A, Rolipram 22—
e MERIBHER — Befs PDE4 HDHIR , Ame] AT EXSURAIRIGHEIC.

fEiRAE
h g
W i 1mg 5mg 10 mg
1mM 3.6319 mL 18.1594 mL 36.3187 mL
5mM 0.7264 mL 3.6319 mL 7.2637 mL
10 mM 0.3632 mL 1.8159 mL 3.6319 mL
50 mM 0.0726 mL 0.3632 mL 0.7264 mL
[(FE]

oHETRAIFEERR  ERTHIEES  BRAMIE , RENRER  SUSSEERE.
oEBD T I ENNEERMERDER. . A MREFTRAERAMURE | U EBIRUASETRARZ A,

A S THRMEIEREIR

1 Fma%  BREIRMERFAEECHTHE  BADERR. 8FMHSRRTESH D 8RR~

R NEERAREEER , FRTBEIHRSHIZRKER , SRAMEMEZLEE., WTHERE .

KEBRGERN 1SSV EMEIF I Parafilm O , FHEEBEREFSRAER. NRKENETK

BEFRERE  BEERWXE , LRFIHsKIeRE.

2 fESIREE | AEDEAIRERI IR ESRE | BT RANANENSH. UFHEEER 5k
BIEEN MIREFRESIER DMSO MERFIETMEETET 80 BEREMHT —RAILUSERE 3-6

MBLAE. EfERRT, BXEERETHRE. BREERRERH.

3 RIS TERHIE | BRIBCAFELHIERE  WRESRIEEEAMREET/FR. BT

B UEYEISEM , FTLAERKMERFI (40 PBS ) HRERT , CTRESITHINE , AEd BAEERER

AR ARIILIRTAER. WA DMSO E/UiaR| 18R DMSO REZERIRE <0.3%, LU RMIEEE,

KREFS , Ff BT 0.22UM RERTIEST=URE | IB2RMALS  SIESESEREL  AUEF

I EnEE | EERAEERSERLE.

4 FAYSEIENA - BT RSUEMREAEMN ST TFREHIKE  TRSFEMA—LEA

HRMEREDAR  AER , CMC-NA |, HilB%E | BRFEZFEIEXEIRE. WN6ER DMSO |, 5

{R DMSO BILIRE < 5% LIBRBIEER. LATIRRITR  AISETE

AR ERSAFIBIRER

B RE(KG) [AEERM2) [Km =
e 12 0.6 20
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by 10 0.5 20

bz 3 0.24 12

3 1.8 0.15 12

B S 0.4 0.05 8

NG 0.15 0.025 6

& 0.08 0.02 5

N 0.02 0.007 3

s A(mg/kg) =) B(mg/kg) X a4 B B9 Km RE/H A B9 Km &L
5 XFF=REISRLER RIS

BEFRE BERNERFRIERTEN FANHERTIA. W TREMEN R HERT 500MG
8, FIH st RAIEERRESRN. BT nERUREEnIETRE NS~ REEE
ByEsT L XERBEFAESIHSET  FEMRERRRT , £ RinFEER. YTRiE~mE, 9
LATE 200 HEGRERL | EREERIN , MR,

TS EESE —EixE A NI EEMYETREIESTE  EFAM

e i B =26
1-20MG 0.1MG
50-500MG 1MG
>1G 3-5MG

AT ALBRERERETH , MREWINRAEIFE/) , RNEL T RER TR EEE
LHREEN—E | FTRENRARRIFE. BILIINSESN (SRIZEFM ) FHRIEES=%
EeEinhk.

T EEREGHPRRIR T RREERHTRE I IRER | BIEVNERGENSHERAMZLEY TR
BRLEMHHEY  EEESSHRRMUKS |, EREHER | XM-nREmEETESRHRE.
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